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Guonidino ethone thiosulphonic octd cholesterol decreosing ogeni • 
preod. by reacting guonidino ethone sulphinic acid with sulphur in 
presence of bose 
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C.unnidinocthnncthiosulphonic acid of formula { I ) is new: 


in 


CH 2 — S0 2 SH 


KSK/ A OVAVT.Ar.F , 

{ l"l is useful ns cholesterol decreasing agent. 

The compound hns strong cholesterol decreasing activity 
nnd strong MDL-cholcstcrol incrensing nctivity without 
toxicity (LDi 0 = 2000 mg/Kg in the rath 

PHEPA RATI ON 

Cpd . ( 1 1 is prepared by rencting hypotnurocynminc 
(gunnitiinocthnnesulphinic ncid) with sulphur in the presence 


BP0-A9S. J2-G1A. I2.H3) 


KOII 


of bnsc. 

Caustic alkali such ns N.-iC*H. 
Powdered sulphur is prof. iwd. 

Solvent is prcf. nil Mlcuhol «m*h VvOH . I'.Uli; 
i-PrOM. 

ACTIVITY 


Test results on m:ilc r.M« rdlowcd lo nor:".:! !»-td. 

cholesterol food, niul cholesterol fi«»d with HI (-U0 mjr'Kc- 
day) for 2 weeks |lot;il| ch»>Ic<torol in scrum. HDI.-chok*s- 
tcrol in scrum. HUL-cholcslcrol (mn'iMll air : tn*.l.*J . 4*.-: 
521.2. 20.5; 283. 9. 29. \ . 

EXAMPLE 

riyputniirocynmine ( H. I Q iiml ) wjm -li*i*i»tlvfil in 0. JN 
NnOM. EtOM ( 18U0 nil ) .mil sulphur lli.li:) wrn: nclilci!. 
The mixture wns stirred iimlt*r r«*Mux until tl»<* Milpliur 
completely disnppenred nnd w:ts ;illnwcd to st:*n«l nvr- 
night. Crude crystals were filtered :»nd w.-iOtod with CS ; 
(twice) nnd EtOII. The cryst:ils wrre tli*s«ii| vctl in Imi- 
woter nnd rccryxtnllixcd by .Milling IMOM (27UOinl) :unl 
cooline. Filtration nnd wnsliinc with clhrr :i Hurtled 20. -1 c 
(80.1%) of |1). nip 206-2lO°C.HppWG7LDl)wgNoO/0). 
L. Ufi-'PPIIGS-A 
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Highly stereoselective synthesis of belo-loctom deriv. - by treoling 
lithium enolofe of organic ester with organic imine cpd. in polar 
solvent 
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e-Loctcm dcrivs. nrc synthesized highly selectively by trcnt- 
ing liihium cnolnte cf organic ester with orgnnic imine cpd. 
in polar solvent. 

The orgnnic imine cpd. mny be nn imine coordinntcd 
with trinlkylaluminum. When the cpd. is used imine, cis 
prod, mny be synthesized with 100% stereoselectivity. 

USE /ADVANTAG E 

Lactams urc formed with high stereoselectivity. Prods, 
ore useful as pharmaceuticals. 

EXAMPLE 

n-UuLi (15% hexnne soln. ) (12 m mols. ) wns nrfded to n 
soln. of diisopropylnmino (12 m mols.) in n-hexnne (7 ml) 
with ice-cooling under N : . nnd resultant mixl. wns stirred, 
n-llcxnnc was distilled off under reduced press. . TIIF (5 ml) 
wns added to the residue, nnd the mixt. wns cooled to -78°C. 


B(7-D1) 


BO 1 7 1 


(Cll, ), CMC! I, COOC, II, or CM ,CM. COOC . II , (10 m mols) wns 
ndded within three minutes to the nbuvc mixl., nnd n soln. of 
C 4 H,CM = NC»M, (10 m mols) in TMF (5 ml) or <i soln. of the 
Imine ( 10 m mols) nnd AlK, (sec below ) , ( 10 mmols) in TIIF 
(5 m mols) wns ndded. 

The low temp, cooling biith wns removed nnd temp, of 
reaction mixt. wns clcvnted r.!ev;!y to room temp, over ten 
hours. The mixt. wns ihcn hydrolysod with IN MCI nq. soln. 
nnd prod, wns cxtrncu-d with benzene to give 8-lnctam. 

Yield of the B-lnctnm nnd results of cis : trans rnlio nrc 
ns follows: 


(n) R» = l-Pr: 


JG?08l3f>8-A« | 











AlK, ! 

Yield 

(%) 

Cis : 

trnns mtio 






None 

87 


0 

: 100 






AKCIIy), 

73 


100 

: 0 






Al(C 2 ll 4 ), 

75 


100 

: 0 






Ali-Hu, 

40 


100 

0 





(b) R = CM, : 








AIR, 

Yield 

(%) 

Cis : 

trnns rntio 






None 

02 


0 

: 100 






AKCII,), 

85 


100 

0 






AI(C J II,)» 

83 


100 

0 






AH- flu , 

52 


100 

0 





(5ppW69EDDwgNo0/0). 
















